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1 ] ( I ) 

OH 




CONHOH 



(I) 



(a) C 1 ~ 8 T)l3r)Vm. 

(b) C 2~8m-M, 

(c) C2~8r;i/^r-M, 

(d) AD>f>J|f, 

(e) ^hnl, 

(f) -hu;i/^ 

(g) h'J7Ma^f;H, 

(h) h y 7ji#u* 

(i) -OR 2 S, 
(j) -SR 2 1, 
(k) -NR 3 R% 
(1) -COR 5 & 
(m) >r MS, 

(n) Cycll, *fct± 

(o) -OR 2 !, -SR 2 1, -NR 3 R 4 S, -COR 5 itfcttCyclSC 

R 2 tt7K*M^-> ci~87;i/^f;H> *fc&c 2 — 9 ri/;i/i&tt)L, 

R 3 fc<fctfR 4 tt, ^n-rtllSliCLT**^, Cl~8m^ ^fettC2 
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-9 Ti/jim*mt>L, 

R 5 &*M, Cl~87;i/3^i/l, ^f:li-NR 6 R 7 

3£&*foU 

U 

Cy c 1 tj: C 3 ~ 7 ^ 1 ~ 4 1 #fc7)g&j&M^- 

Sitf/i; fete 1 M(E>^ftM^£lt-fr 5-7 McD^^^^niS^^t) U 
miiO 1 ~5©Mifc£3t;fcU 

[^<Z>PMffl&M] 
[0 0 0 1] 

i ) -jrss ( i ) 

[ft 2 j 

OH 




CONHOH 



(I) 



2) zn^nm^m. 

[0 0 0 2] 
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[0 0 0 3] 

IL-6&, THE Bfflj& 7^D77-*;, W^I^^AM, lif 

^©4Mt3§^ T»iJfB©??»ffc;, ifc/h«m;fin8S#, ffHIISA^oMIiaS© 

s^^^^^^^a^M^?>tiTv>So t^u m«<D0k&. earn 

MS£j£m<Z>IS3H$#3 £lC&<^£*lT^S (Biochem. J., 265, 621 (1990) 
, Immunol. Today, 11, 443 (1990), J. Autoimmun. , 5 Suppl A, 123 (1992), 
Clin. Immunol. Immunopathol . , 62, S60 (1992)#8g) = 
[0 0 0 4] 

t£oT, i l- G<Dm$L*m.m-*2>z.t.^& 0km&mBZttmz.-t2>m* 

[0 0 0 5] 

icM^^mmR^mm^mmiB^mMizm^^tm^^n^B^MMt: 
■tzzttf-v^z. i l- Gm^mwmnvxit. Mz.\*&nft&&&B. mit 

2£, : ?'&WJKje© : ?Kffe«fctf/*fctt?&a^*tf e>tlS (J. Immunol., 145, 41 
85 (1990), J. Exp. Med., 172, 1505 (1990), J. Clin. Invest., 87, 739 (19 
91), J. Clin. Invest., 89, 1681 (1992), EMB0 J., 13, 1189 (1994), Hemato 
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1. Oncol. Clin. North Am., 11, 159 (1997), Cytokines Cell Mol. Ther., 4( 
3), 161 (1998), Folia Med. (Plovdiv), 41(1), 78 (1999), JPEN J. Parenter 
Enteral Nutr. , 23(5), S20 (1999), J. Infect. Dis., 180(1), 10 (1999), A 
m. J. Obstet. Gynecol., 176(3), 593 (1997)#flg) = 
[0 0 0 6] 

r^$*ttffi^ 

M/Ltf, #r^BS59-46244-^B^|ffl#{Ctt, (X) 
[ft 3] 

A x — B x — (CH 2 ) nX CONHOH (X) 

[^c^, A X «R X X X m X R X &7^-;b«, t?ny;i/«, 

My^n^S/^itf- hngfc^U m X }£0, l££{i2£>^U 
m X m<DX 1 ltm-'&f=.lZm&Z>Z.£tfl:ZZ 0 ) B X &-CHOH-, 
-CH-, -0-£ £tf-CO- nXtt2~l 0(D^iS[$:^t- o ] 

[0 0 0 7] 

[2&^<OBift] 

[0 0 0 8] 

i ) ( i ) 
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(R 1 )m 




CONHOH 



(I ) 



(a) C 1~8 7W1, 

(b) C 2-8T^-;H, 

(c) C 2~87^^-^/S, 

(d) ;\n^fym^ 

(e) - hoi, 

(f) -bUM, 

(g) h'j7MD^fM, 

(h) h U t*df 

(i) -OR 2 & 
( j ) - S R 2 &. 
(k) -NR 3 R 4 1, 
(1) -COR 5 !, 
(m) T h*, 

(n) Cycll, Jfctt 

(o) -OR 2 |, -SR 2 1, -NR 3 R% -COR 5 life(iCyclitC 

iots^tifcc i~8m;i/S^fcu 

R 2 tt7K^M^, C1~8 7M;H, ^ycliC 2 — 9 TZs)im$:m.fr>L, 
R 3 £J:£>*R%, Zn?tl$&iLVT7kmm^ Cl~87Jb« *fcttC2 

R 5 tt7K^S, Cl~8 7;i/^M, C 1 ~8T;b=Idri/*, tf;li-NR 6 R 7 

R 6 £J:tfR 7 tt, -etl-rtlJSStLT*^^ * fcttC 1 ~ 8 7 Jl*c)Vm*3kt> 
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eye ittc3~7 (Dmm^mmm t r=. \* 1 ~ 4 1 m^^hm^- 

m«0 ££J;£l~5tf)Mf££gi;fc>U 

iAttC3-i5®m -at, ^m&mmm£t^ti~4m<z>mmm^ 1 ~ 
3) ^ft^*m®mftt.Lx^m-tz>mm\z.m-?z> 0 

[0 0 0 9] 

-tt5£ (I) R 1 . R 2 , R 3 , R 4 , R 5 , R 6 £J:tfR 7 tcJ:oTi§t*>$*l 

[0010] 

( I ) tfi, R 1 (Cj:oT^$n5C2~87;i/>r-Mi:H fcf-;i> 
, yn^-;i/, ^-;k ^-fer-yw /\^-;k 

^"^^x-;i/, /*>#^x-;k /\dp-fr*;:n-;i,, /\^^^x~;i/, ;f?#£/;r 

[0011] 

—MJZ (I) 41, R 1 (Cj;oT^$tl§C2~87;^-;i/ai:{i, 

, ^^^i/V-^, ^-frSMn;^ 

[0 0 12] 

-Mj% (I) tf», R^cko Testis a n^>^i:tt, 
Aft £ J: a ? T*& -5 . 
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[0013] 

— «5£ (I) R^Ciot^^tlS-OR 2 !, -SR 2 & -NR 3 R 4 
-COR 5 I^tttCy c liiC <£oTfi$t£*l£C 1 ~ 8 T;V^r^;i/S £ 
t±, ll©-OR 2 & -SR 2 1, -NR 3 R 4 1, -COR 5 ilfetiCyc 1 

[0014] 

— JR5S (I) R 2 , R 3 £J:l>*R 4 fcj:oT*:fo£;fi£C 2 — 9 T;>;i/g£ 

riz^;K ^n^i^, ^u;i/, auu;k >r/w ^-jzjj 

0 jv. $ j 4 jv, ;t;>fMfej:tfi*iP>(Z)iittft-e&5. 

[0 0 15] 

(I) tfi, R 5 iCj:oT:gi;b£*l£C 1 ~8 T;i/=i3f >>S£tt> ;* h 3f 

xh#j/, ^nstfdp*/, :/h3f^ "O^/i/rT^S/, ^i/fr***/^ ^ 

[0 0 16] 

(I) Cy c 1 tCioT^*>S4xSC3~7©#ai^;^aitfctt, 

c 3 ~ 7 o>«9i^$0iKi(«, *<D-m&Mm ht=.mmn-& & n-t^xt^mm 

h&mmm$:MM-tz> 0 Will yvu^uny, ytuzfty, i/tuiy* 
^ n^y-r^, ^^n^>^i/xx i/^DA^ti;i>, i/^DA^^yxx 

[0 0 17] 

— JR^C (I) Cy c UCj:ot*t)$til. l~4I©li& H©i 
SHIK^fc it>V£;U£i^<D^ltM^-£'^tf 5~ 7M©#^ / \^a^hli, l 

~4i©iii-f, i mommm^teZTf/ttci* 1 M^jtM^fc-^tf 5-7 

;k tfU^>, t:°^^> > tfU^^>, \*V#Vy. Tiffc?>, ^Tiftf>, 7 
tf^>, ;T3f-fetf>, ^-^i^iftf>, ft7x>, ^T-f> 
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. t^rt^'7!/-;K ^-^+)-T^>, ^if^T ^ ^ if T if t? :tf-3fit 

^Tift?>, f7^7^-;K f77^X ^T^T^">, ^TTi2't°>, 

ti°^yu^>, h'J7^'JX h'J7l/'J^X fh^yjX ^h^l/U 
^ Kn ij y p Kutf U $ ? vh Kg ij p°/< u »; 

>, tr^s^, fh7t:Knif'j^^x -r-h^n Kntry s;n Kn 

7iftf>, Kn^yiftf>, t- FDTif bf>, ^ h ^ t: Kn VyH \£. 

n^^-t:^>) , fh7tKnf7>f> (fh7tKnftif7» , Kn 

nKn-fvt^i/-M i?tFDf7y-;k fb7tFnf7!/-;K 
KD>f Vf7y-;b, fb7tFn^fyf7 > ;-^ -r h^t Fn^-dp-y-^ry 
-;K 5^ N^p Kn^-^ritT^>, t- h^t Knt^t^r^x fh7tFn 
if Tiffed, fF7kFDt=fD-i/7t"t'X 5^ h 9 fc Knf 7 VT S J-JU 
> fh7tFnf77^X fh5t KDf7^7i?X f h7tKDf77f 

[0 0 18] 

-jR^ (I) tp. ^A{CioT^t)$tl<5C 3-1 5©#SR, Z!*, HSR^^ 

y, i/tw\y°#yjLy y riyify^ ^y^uy, ^y^y. -Ty^uy, rx 
\yy, yjvxuy. 7it>Fu^x r>h^-fe>, T-ti-7?-isy, ¥?x. 
— uy, A-t: Kn^>* A— t KD'f >r>, j;tKDt7^i/x ^ 
F7tKDt7^1/>, ;t-tKnt7^Ux yt-tFnrXUX ;t-tK 
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[0 0 19] 

*!R^J:tJf/*fettl-'2«©iK*|lR^S:^tf5~l 8Jl©#«, — = 31 

rs?>, ^rvrvy. ?77fbfx ^r^T^tf>, -y>k-;k >fv>f> 

K-;i/, ^>V75X -f V^> , /77>, ^>V*ft7x>, iVOl/ft 

;k ^>y>f ^#V-;i/, a;w^v*-^, r^us?>, ^>V75>, 

U>, tT9l/U^>, hUTV'JX hU7^/U^>, fh7y'J7> 5=- h^V 

tr>, ^t:FD77>, fF5HFn77>, ^hKdh 0 ^>, -^b^tiKDii 0 
^y, i/tFnft7iX fh7kFnft7iX j;tKnf7>f> (^'t: 
Kn^*tT9» , fF5tFnf7^7 (t- h 9 Kn^*bf9>) , 

7t:Fa^vt^ty-;K >7tFnf7!/-;K fF7tKnf7y-;i/, 
nKn>fyfry-^ fh5tFn>fVf7y-M fh7tFnm^7 
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iftfy, t- N^t Knf-7^7ft:>, ^;i/jj>U>, M^;^ y y, -f>KU 

, A-tKD/<>m7i>, ^t: Kn>f y^>!/ft7ix /N'-kKn>f 

n^;'J>, f h^tiFD^/'Jx A~tKn^;ux ytKn>fy*;y 
4) fh7tFn^ydr;'jx A-t Kn-fyap; u>, j;tKn7*5s;> 

, f h7t FD73!7i/>, /t-tFD7^7^X ^tKnt7f'Jj;>, -x- 

!>7tKnt7fu^x ;t-tKnt7f >;*;>, yt: Kn^y^u-y^, ^ 
h^t: Kn^py^y y, A-t: Kndp y ^f-tf-y y, s^t Kn*-*-yy h 
7tFn^tyjx A-tKD^tyyx i?tKni/>;y>, fF7tF 

□ ^y ytf^-y-ywK j;tFB^>yf7»;-^ a- 1 Kn^>yf7y- 
;k ^tKn/^y^^^y-ji/, a- t Rn^yyy #*y-;w 

-9- tf > . tf>, ^>yf 77ft'>, / <>yf7^7ft; 

>, ^>!/7t*ifx ^>yj/7^>, Knt*v7^ try. >f>Knf 

^r-9-^rif^y, -f y Kn^rrif try, -ry Knfh7t: Kn^-rriftf 
>fy Kn^T^Tiftfy, >f y Kn^ h^ti Kn^r^ri? tf y, y>Knrif 
ify, >r y Knf h^n Knrif fcfy, -f > Rn ^Tiftf >f>Knfh7t 
Kns/Tiftfy, ^yy^^ify, /<>yf 7^7y-;k k>>; hyyy-;i/ 
> >f^yf7y-;k Kn*My-^, fh7tKn^^;iy-;K A 
-tFn*;My-;K s?nKnr*ys?y, fh7tFn77'Ji?>, A-t: 
Knr*ys?>, i?tFn^>y77X j;tKn^>yft7x>, 5=- h 
7tKn^>y77X fh7tFn^>yft7xX A-hKn^> 
V77>, ;t-tKn^>y^7xx l, 3 -^*3fi*->f l, 4 
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[0 0 2 0] 

[ft 5] 

[ft 6] 

[ft 8] 

[0 0 2 1] 

^r^^i^^-T-) . myt&zm -tzyt^'&fo (d, l, d, i 
, (+) > (-) m , ?u^by^7ftMiz£2>M&$i mM'&fa. m,M'&& 
) > ^mit&m, z.fth(D^(Dm^(DU^m. ^^^m.^m\*. -r^x^mn 

[0 0 2 2] 

m.. ikmm^tfmfhft&o 
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3 0 mtm'\i<D&\,\ *ittot)®w^i^. i^^hitit r;b#y& 

A (#U*A, th'J"?Af) c£>i&, 7/l/rtU±&&A (#;i/£/?A, 

*A*go ©s, t^-^aj^ ^wtcfiF§sn*^lir $ > 

[0 0 2 3] 

g, ^u-(ymm, vnymm.. &&mm&. **yxji*ymm.. x#>x;i, 

[0 0 2 4] 

y, ^^{c^^-srh^-e^s. 

[0 0 2 5] 

(I) fAtbTit C3~15©f 

[0 0 2 6] 

-«5£ (I) "e^StlS*^Wft^©^^, R^bttt, Cl~87^ 
-OR 2 i, AD^>I?, Cycl^iUK #{C, Cl~8 7;i/=¥ 

o j:y#*L<tt, theism, i&mm*, =e/i/*u uv^ 
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[0 0 2 7] 

( + ) ft. (-) fa&f=.lZZtlb<DM&mtf$f& LV^ 0 #{C, ( + ) &ltf=.te ( 

-)#:*W;£Lv^ £U#£b<Wu ( + ) tt/W£bVN 0 
[0 0 2 8] 

^BflTffiV^-HiK^ CJJ 7*^*1.^3: LJLvfc^&Lfct ^t^$iiMT 
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[0 0 3 1 ] 

-IK5£ (I) Ta%Sn**»U!fb^«tt, -jK^ (II) 
[ft 9 1 



[0 0 3 2] 

1) Htt£ttTT*©«#«iRjS, 

2) 7^A'J^ffTt®K«ISjS, 

[0 0 3 3] 

, ^nn^M, »iif^ *, (Bf^> 

mm (&& mmm &L<izzti*><Dm&® (jkit*mmmm *> o~i o 

2) r;i/^u^#TT*©m^Hi^«^T^y, iiti w«£?§^ 
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& ^>i£>, h;i/x>^) , ^h>^s (iiil 71*h>> 

tf-MSO tf>#£T, MM (Dili sfctflfc, -r 

t©*^#h^t^ fetter >^x^a#«t> o~2o 0Tc<z>sst*fT5&t) 

[0 0 3 4] 
[0 0 3 5] 

t-^;i/S, -c (ch 3 ) 2 - och 3 & j; £>*/<>s; ;i/^##if e>*is#, -e 

T. W. Greened, , Protective Groups in Organic Synthesis, John Wiley & So 
ns, Inc., New York, 1991 ICfBISStlfcfctfDtfJiV^tlS. 
[0 0 3 6] 
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&2> ^&4k%l(D Jimz£ VWMlC.m&?Z>ZtLtfT*%Z>. 
[0 0 3 7] 
SffclOiiS 1 rfr, 

R n «c i ~4 r^^i/g&^fcu 
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[0 0 3 8] 
Utl 0] 




OH 

CONHOR 10 

[0 0 3 9] 

mmixmjimmz&^T, m^nnhrm^^-m^ (n-A4) , -m?*, ( 

II-B5) , -JR^ (III) , -JR^; (IV) fej:t>*-« (V) 
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[0 0 4 0] 

*fctt«JEETJCJ3tt*3l9, ^ U*^4 fetter -fMfc^^**/^A&fflv^feW5a 
I^P7hy7 7^-, lB^nv U^7^- fe^utf-^^/^nv^ 

[0 0 4 1] 
[0 0 4 2] 

[HS^tt] 

— (i) *eat3fts:#38ij!fb-£i&# i l- ejg^ffiWJStt&^-rsiiiii 

[0 0 4 3] 

(i) A 5 4 9«frg,o I l - 6jg£tcMi-S[MWv5MIig 

1.5X 1 0%©b MKf^fifi^jWlfi^A 5 4 gffljjg^; 100/il (00.5%**/ 
fl&JBjfeSf (&T> F B S £ B§ 12^-5)0 ) tt^^'y3^^-«| (DM 

em) CMi, 9 6 «i7x;i/v>f *n:/i/- htt»*e-M<z>*#«, 

;bAT5 K (DMSO) JCtS»Lfe«>5r©»S©««ffc^2 0 # 1 J: *Ufei» D 
MEMlCf «?lfel2.5n g/m 1 0iI®lJ|i5Eg^- o (TNF-a (Genz 

10 0/. l©*#±Sf fcEUKU I L-6i&ii^A;vM> 

STyfe-f (EL ISA) m (R&D Systems^, # # n ^##D6050) fCT$!l5tL- 

, n^t^mommm^nmh. so%m&mmmm (ic 50 ) -e 

^6£M 1 I C 50 tt0.052/ttMtffeofe. 

[0 0 4 4] 
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• 



(2) \l l - 6m£izM? zmmmmsfe 

3. ox i o 3 M©y wrmmammmmz 200^01 o%y*/m9im.m& 

iiiDMEMTlil5iF»lL DMS0»C*iSfLfea4r 

jfr£&g 0 H 1 j3 < fct52.5^^>VHfe'Mrfil» ^S#TnMF:MI.-aS«t,/=- 5 n g /m 1 

®^^©-f >#-n>f3r>-l /S (IL-1/8 (Genzymeft, D 80-368 
8-01)) 8 0/tl»lfe o 2 4HR©^m 1 0 0 n 1 <7)f§#_t?jf &EUR 
U i4UfcIL-6i5:ELISA^ (R&D Systems^ * ^ n ^#-^D6050) 
# KTffllfcU »fcft-£fc©ffi*igtt&*ffiU 5 0%jg£fiB#*£ (IC 50 ) & 
#ft& 0 ^©MIH> m6«l-fb^#© I C 50 li0.041/iM"efeofe o 
[0 0 4 5] 

mm iz {g v > % © T? & y , eh t u t -r s «) k -tftg^-e tozummx-g 

[0 0 4 6] 

^ htcfeVNT. i l- em&*m*'t&z.£.i* % ucifii^ 

[0 0 4 7] 

(I) •ea*3ft«#*8Wfls-&W. Bft#fti^, ^^^-^ 
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#\ ilS, A&£tK ltlliCo^, 1 mg^^l000mg(Z)^HT\ 101 

®^<bMMn$#£*i3#\ ££tttfcA-A&£U. lUIfCo^ O.lmg^ 

o 

[0 0 4 8] 
[0 0 4 9] 

7^A7^>if) *fc»£3*U ^&&Ct£oT§»ffcLTM 
?Lft*r, tm#J, ®^J, ff^, ^#M> ««S!l*&«LTV>Tfc 
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# 



[0 0 5 0] 
[0 0 5 1] 

s«s»cj:y«#sti*^««ai. isasj, x^i/-si 

M^lMH#H^I : ll2,868,691-^feJ:y«|lim3,095,355#{C|¥L<IH«$ 
[0 0 5 2] 
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# 



[0 0 5 3] 

X^-;b 6- (4- (4 - ^DD7i —Jl>) 7 m—Jl) - 6 - yt ^ V ^ 3r1f 7 



r^^^^yifM^l/ (34. 8g) {C, (7 2ml) £#0 

yMtn^4 K€;if;n^f;i/?:ffc 0 i&rt:T;i^ (53. 3g) ©s;^ 

□ a*#> (500ml) !M?g{C, 5TCT4-^natf7x-;i/ (37.7 g) £ 
M^M^-%?:15^r^#L^^ 5r^T^tf >g^n5>-f K^/x^ 

;i/xwi/©^^nD^> (200ml) mmitMz.t=. B jxj&m&mzmuT* 

vnm^tL, nmL, TfH0«il:^t5«^ (53.8g) 
TLC : Rf 0.60 (7UUfcJl2±) , 

NMR (CDC1 3 ) : 8 8.04 (d, J=8.8Hz, 2H) , 7.64 (d, J=8.8Hz, 2H) , 7.56 (d 
, J=8.4Hz, 2H), 7.44 (d, J=8.4 Hz, 2H) , 4.14 (q, J=7.2Hz, 2H) , 3.03 (t, 
J=6.6Hz, 2H), 2.38 (t, J=7.0 Hz, 2H) , 1.95-1.60 (m, 4H) , 1.26 (t, J=7.2H 
z, 3H)„ 

[0 0 5 4] 



m^-Jl 6- (4- (4-^D07xljl/) 7jl—JV) - 6- tKO^rv^\^ 



f f h 1 13 



o 




#fM2 



2 4 



ffiHE# 2000-3065979 




T*m&Lfcfc&m (io.02g) ©i;^nn^> (3 0 Oml) 

(i o omi) (Dm&mmz., o'c-vfrmitfrvm-t-hv ?a (5.4g 
immitism (io.o3g) 

TLC : Rf 0.25 (^Dn^jl/A) , 

NMR (CDClg) : 8 7.65-7.34 (m, 8H) , 4.73 (t, J=6.2Hz, 1H) , 4.11 (q, J= 
7.0Hz, 2H), 2.03 (t, J=7.0Hz, 2H) , 1.90-1.30 (m, 6H) , 1.23 (t, J=7.0Hz, 
3H)„ 

[0 0 5 5] 

mmm 3 

6- (4- (4-^nn7i- ;v) 7x:x;i/) - 6 -b: ^u^-i/^^-^ym 
[fbi3] 




COOH 



##fj2 (10.03g) (Z)X^7-;i/ (10 0ml) ^?&&C, 

2N7KM^bU^A7K^ (5 0ml) $:inx.fco 6 0 °C"e 1 B£ 



ffiIE4#2 000-3065979 



11-270459 

«Sr^-rs*ffl^4* (9.12g) <H#7c 0 

TLC : Rf 0.52 D 0/ft;bA : t- h^fc KD75> : Bf^ = 10:4:1) 

NMR Cd c -DMS 0) : 5 11.80 (brs, 1H) , 7.68 (d. J=8Hz. 2H) . 7.61 (d. J=8H 

z, 2H), 7.49 (d, J=8Hz, 2H) , 7.40 (d, J=8Hz, 2H) , 5.16 (brs, 1H) , 4.65-4 
.40 (m, 1H), 2.18 (t, J=7Hz, 2H) , 1.80-1.05 (m, 6H) D 
[0 0 5 6] 

# ##M4 

N- (l-*b*i/-l -*?Jl) nih^ri/-6 - (4 - (4-^nn7i- 
[ft 1 4 J 




#fM3T«lfcM (7.74 g) ©i/'^fM;i/A7^ K (150ml) 
SSC r;i/^>#H^,T, l-x^;i/-3- [3- (^*^;i/y*y) yntf 

#;i/3tf^-f ^ K (6.99g) , i-tFa^i/'<> i ;h'jr 4 ;-;i/ (5.58 g) 

, (l-^N*S/-l-^^i^) tKD^pi/75> (8.0g) , hijxf 
;i/T^> (15.5ml) $:Mt„ SM^SMt— tiff £tf»ttr% 

>= 8 0 : 2 0 : 1) iZ^^rmML, TfE(£#M£^ S^HftlN^ 
(8.1g) 



2 000-3065979 



#5p 1 1 — 270459 
TLC : Rf 0.50 (#6fcx^;i/ : * $ J ~Jh= 2 0:1), 

NMR (CDClg) : 5 7.73 (brs, 1H) , 7.60-7.35 (a, 8H) , 4.74 (t, J=6Hz, 1 
H), 3.31 (s, 3H), 2.50-1.15 (m, 8H) , 1.41 (s, 6H) 0 
[0 0 5 7] 

mmmi 

N-hKn»>v-6- (A - ( a - * nu~7 - r -nA 1 -r-nA -R-pKn 




###| 4 HWk b fcit^m (7.27g) (D*% J (10 0ml) ?§?£&C, 
(2.0ml) £Jn*.fc. OTMl5:IIt3 0^I^bfc. &J£»&tt 

, ffifflLfctell&SifiU ftiU, TIB©**M&#*S#*8IB'ffc-£W (5.55g 
) £#fco 

TLC : Rf 0.21 (?nn^M : * # / -/I/ : WM= 10:1:1), 
NMR (d 6 -DMS0) : 8 10.31 (s, 1H) , 8.64 (s, 1H) , 7.68 (d, J=8.8Hz, 2H) , 
7.65 (d, J=8.8Hz, 2H) , 7.50 (d, J=8.4Hz, 2H) , 7.40 (d, J=8.4Hz, 2H) , 5. 
15 (d, J=4.4Hz, 1H), 4.54 (m, 1H) , 1.93 (t, J=7.3Hz, 2H) , 1.70-1.40 (m, 
4H), 1.40-1.10 (m, 2H) 0 
[0 0 5 8] 

mmm 1 ( 1 ) ~ 1 ( 5 ) 

[0 0 5 9] 



ailiE#2 000-3065979 




TLC:Rf0.42 (JfcWt^fr : ^ # J -JV= 3 9 : 1 ) , 

NMR (d 6 -DMS0) : 5 10.29 (brs, 1H) , 8.64 (brs, 1H) , 7.66-7.58 (m, 4H) , 
7.47-7.30 (m, 5H) , 5.18-5.09 (m, 1H) , 4.57-4.55 (m, 1H) , 1.91 (t, J=7.5 
Hz, 2H), 1.64-1.44 (m, 4H) , 1.40-1.20 (m, 2H) 0 
[0 0 6 0] 

mmmi (2) 

N- ti Kn^r>>- 6 - (4 - i/p - 6 - 1 Kndpi//\dp 

Ut 1 7 ] 




TLC : Rf 0.32 (Bfgftx^;!,) , 

NMR (d 6 -DMS0) : 5 10.29 (s, 1H) , 8.63 (s, 1H) , 7.19 (d, J=7.8Hz, 2H) , 
7.12 (d, J=7.8Hz, 2H), 4.98 (d, J=4.5Hz, 1H) , 4.40-4.38(m, 1H) , 2.48-2. 

40 (m, 1H), 1.89 (t, J=7.5Hz, 2H) , 1.81-1.12 (m, 16H) 0 
[0 0 6 1 ] 

mmmi m 

N-t Kn^i/- 6 - (4- (4 7 -6-tFD 



mil#2 000-3065979 




4#¥ 1 1-270459 



# 



^ K 



[ft 1 8 3 



OH 




TLC : Rf 0.43 (Bf^X^;i/) , 

NMR (dg-DMSO) : 5 10.29 (brs, 1H) , 8.62 (d, J=1.5Hz, 1H) , 7.56 (d, J= 
8.4Hz, 2H), 7.53 (d, J=8.4Hz, 2H) , 7.36 (d, J=8.4Hz, 2H) , 7.25 (d. J=8.4 
Hz, 2H), 5.11 (d. J=4.5Hz, 1H) , 4.54-4.48 (m, 1H) , 2.33 (s, 3H) , 1.91 (t 
, J=7.5Hz, 2H), 1.63-1.16 (m, 6H) D 
[0 0 6 2] 

mmmi (4) 

N-bFD^ri/-6 - (4- (4 h^r>>7i — )V) ~7 n — )l>) -6-th* 

[ft 1 9 ] 



OH 



CH 3 0' 

TLC : Rf 0.27 (^DD^M : * # / : WWl= 9 0:10:1), 
NMR (dg-DMSO) : 8 10.29 (brs, 1H) , 8.63 (d, J=1.5Hz, 1H) , 7.57 (d, J= 
8.1Hz, 2H), 7.53 (d, J=8.1Hz, 2H) , 7.34 (d, J=8.1Hz, 2H) , 7.00 (d, J=8.1 
Hz, 2H), 5.10 (d, J=4.5Hz, 1H) , 4.53-4.47 (m, 1H) , 3.78 (s, 3H) , 1.91 (t 
, J=7.2Hz, 2H), 1.66-1.15 (m, 6H) C 
[0 0 6 3] 
1 (5) 




ffiSE4# 2000-3065979 




# 



1 1-270459 



N-t Kn^i/-6- (4 - ( -y°u ¥jvi/9w\*ci/jl) y 

— — 6 — t F D 3p +f- > 7 ^ K 

[ffc2 0] 



OH 




TLC : Rf 0.16 (SflfXf Jl) , 

MR (d 6 -DMS0) : 8 10.29 (s, 1H) , 8.63 (s, 1H) , 7.20 (d, J=8.5Hz, 2H) , 
7.13 (d, J=8.5Hz, 2H), 4.98 (d, J=4.4Hz, 1H) , 4.43 (m, 1H) , 2.41 (m, 1H 
), 2.00-0.90 (m, 21H), 0.88 (t, J=7.0Hz, 3H) 0 
[0 0 6 4] 

^?-Jl (R) £7c« (S) -6- (4- (4-^DQ7i3) 7iUl/) 
- 6 -fc KD^ri//\dri^y X- h 
[-ft 2 1 ] 



COOC 2 H 5 




+. ) 

Mil -e^5tL7c^-^#l (17.2 g) (D^ h^t (1500ml) &ftt 

IC, ^T'l.OM (S) - 2 - ^f ^-t^rff )Kn 'J h;i/X>M (5 

ml) £#D;i7c 0 5: - 1 5 °C lZl$ffl U 2.0M/Kv> • 

hW©fh7tKn77>M (21.3ml) ^Bx.fc BLmU^m^:^^. 



ffiM^ 2000-3065979 




# 5p 1 1 — 270459 



# 



T3ipi»Lfe t Rj&m&mz* * j -iizMx.. -mmwisfco fr^u^m 
^•y-<- (s\*v-y mm^)i= 1 : i) icioti^u rmwu^mzm 

•tZmmit^®) (17g, 94.2% e.e., HPLC) 

TLC: Rf 0.25 (»DD^J1/A) , : 

HPLC: 13. 7# (fiSffrBSH) , 

: DAICEL CHIRAL CEL AD-RH, 4.6X 15 0 mm ; 
: 7iZ h- h U ;i/ : * = 7 5 : 2 5 ; 
UV : 2 6 0 nm ; 
^3$ : 1.0m 1 /fr a 
[0 0 6 5] 
##$16 

:n^;b (R) (s) -6- (4- (4-^nn7i-;i/) 



£ \mM(T> H ZL 5 £ tlT V* & ^ 5 (Dit&m £ tt^^SBS £ ^ t> 
t. ) 

i.om (s) - 2 -^^;i/-^^ifif^n u ^>(Z) h;i/x>^©f^t)Ufc, 1 

.OM (R) - U S^XZ) h;I/X>^§?ftS:MV^T, 

5 £|H*i0£g^£U TSB©*ttlt&*T5«MHft;^ft (9 1% e.e„ HPL 
C) SrfSfc. 
TLC : Rf 0.25 DO*M) , 



Wfc 2 2 ] 



OH 




ffi§E#2 000-3065979 




1 1-270459 



HPLC : 9.8# (fii#l$H) , 

^7^ A : DAICEL CHIRAL CEL AD-RH, 4.6X 15 0 mm ; 

mmm y-tb—bv/ii tk= 75:25; 

U V : 2 6 0 n m ; 
mm :1.0ml /#„ 
fO 0 6 61 



&MW2 

(R) (S) - ( + ) 

■Jl) -7 ai—JV) - 6 - t 
[f fc 2 3 ] 

OH 



-N-hFD^i/-6 - (4 - (4-^DD7i 
^ K 




OH 



(5£*P, * ttR#£ frit S -&mt>-t 0 Rfa&£Z$Sfo(D\,^nT*& 
Sifct. ) 

(98.7% e.e., HPLC) 
TLC : Rf 0.21 DD^A : * # 7 : gfr^ = 10:1:1), 

[a] D : +9.27 (c 0.280, ^ # J - JV) , 
HPLC : 16. 8# (Uf!?mm) , 

: DAICEL CHIRAL CEL AD-RH, 4.6X 15 0 mm ; 
: S — h U;i/ : *=3 5:6 5; 
UV : 2 6 0 nm ; 
^5$ : 1.0m 1 
[0 0 6 7] 



ffiSI# 2000-3065979 




1 1-270459 



mMM2 (1) 
(R) sfefctt (S) - (-) 

— - 6 - 1 

[ft 2 4 ] 

OH 



-N-fc:Fn3fS/-6 - (4 - (4-^DD7 




to ) 

mmm2 tmm&mftzh. rt&^m^m^m-r^^m^m (>9s% e. e 
hplc) *mt=.o 

TLC : Rf 0.21 □ D : * $ J — ;V : fi£gfc = 10:1:1), 

[a] D : -9.60 (c 0.265, * # J - }l) % 
HPLC : 11.6# (««r^r|gf) , 

: DAICEL CHIRAL CEL AD-RH , 4.6X150mm; 
&H8t : T-fe h-h'J;i/ : 3fc = 3 5:6 5; 
UV : 2 6 0 nm ; 
: 1.0m 1 /ft. 

[0 0 6 8] 

N- (l-*h3f*/-l xhdpi>-6- (4-3-K7i-;i/) - 

6 - t Kn^ri//\^rif>T^ K 



ffi$E# 2000-3065979 




TLC : Rf 0.40 (M?:r^;b) , 
^ NMR (CDClg) : 5 7.69-7.63 (m, 3H) , 7.08 (d, J=8.2Hz, 2H) , 4.64 (t, J= 

6.2Hz, 1H), 3.31 (s, 3H) , 2.42-1.21 (m, 8H) , 1.41 (s, 6H) 0 
[0 0 6 9] 

##M8 

N- ( 1 h*ci/- 1 ^h^ri/-6 - (4 - «y^-7=ry- 2 

[ft 2 6 ] 




###J 7 L7Hti^#> (4 4 0mg) ffl^'^f ;i/^;i/A75 K (10ml 
) JC, U>^H*U^A (333mg) , rb^** (b'J7x-j^X7 0 
) rt'yWlx (1 2 0 mg) , ^>^/^^>-2 -tft'n>^ (4 0 0 mg) £#0 

ft«II^#(17 8mg) 



2 000-3065979 




11-270459 



# 



TLC : Rf 0.39 (ftgfcx^;!/) 0 
[0 0 7 0] 

N-tKn*J/-6 - (4- (Kyy*y^y- 2 — f;i/) 7i^) -6-n 



TLC : Rf 0.29 (»SftX^;i/) , 

NMR (dg-DMSO) : 8 10.28 (s, 1H) , 7.85 (d, J=8.1Hz, 2H) , 7.65-7.59 (m, 
2H), 7.42 (d, J=8.1Hz, 2H) , 7.37 (s, 1H) , 7.32-7.21 (m, 2H) , 4.58-4.51 
(m, 1H), 1.90 (t, J=7.2Hz,2H), 1.62-1.14 (m, 6H) 0 
[0 0 7 1] 

mmm 3 c 1 ) ~ 3 ( 1 8 > 

Ky-jy^y- 2 -#uym<z>ttt>V fc, ffimtztfuymzm^x. ##M 

[0 0 7 2] 

mmm 3 en 

N-tl Fn^ri/- 6 - (4- (tf U 2?>-4 -^f;b) 7i-Jl/) - 6- tFD 




Lit 2 7 ] 




3 5 



ffii3E# 2000-3065979 




TLC : Rf 0.33 UU^JVA : J - JV : MWt= 9 0:10:1), 
NMR (d 6 -DMS0) : 6 10.30 (s, 1H) , 8.63 (s, 1H) , 8.61 (dd, J=4.8Hz, 1.5 
Hz, 2H), 7.74 (d, J=8.1Hz, 2H) , 7.68 (dd, J= 4.8Hz, 1.5Hz, 2H) , 7.44 (d 
0 , J=8.1Hz, 2H), 5.21 (d, J=4.5Hz, 1H) , 4.58-4.52 (m, 1H) , 1 .91 (t, J=7. 
2Hz, 2H), 1.64-1.14 (m, 6H) Q 



[0 0 7 3] 
mMM3 (2) 

N-tKDJfi/-6 - (4- (t?Wy-3-^ji) y^L-jv) - 6-tKn 




TLC : Rf 0.34 n U aK;1/A : # 7 : @£^? = 9 0:10:1), 
NMR (d 6 -DMS0) : 8 10.29 (s, 1H) , 8.86 (d, J=1.8Hz, 1H) , 8.62 (s, 1H) , 
8.54 (dd, J=4.8Hz, 1.8Hz, 1H) , 8.06-8.02 (m, 1H) , 7.65 (d, J=8.1Hz, 2H) 
, 7.48-7.43 (m, 1H) , 7.42 (d, J=8.1Hz, 2H) , 5.17 (d, J=4.5Hz, 1H) , 4.56- 
4.50 (m, 1H), 1.90 (t, J=7.5Hz, 2H) , 1.63-1.18 (m, 6H) Q 
[0 0 7 4] 
mMM3 (3) 

- (4- (2-^D7i-^) - 6-tKD 



ffil£# 2000-3065979 




TLC : Rf 0.25 (M&tttfr) > 

NMR (d 6 -DMS0) : 8 10.29 (s, 1H) , 8.63 (s, 1H) , 7.55-7.52 (m, 1H) , 7.4 
0-7.33 (m, 7H), 5.16 (d, J=4.5Hz, 1H) , 4.54-4.51 (m, 1H) , 1.91 (t, J=6.9 
Hz, 2H), 1.65-1.20 (m, 6H)„ 
[0 0 7 5] 
mMM3 (4) 

N-tFn^i/-6- (4 - (3-^on7i^) y -6-tFn 
[it 3 1 ] 




TLC : Rf 0.23 (gf^n:^;i/) , 

NMR (dg-DMSO) : 8 10.29 (s, 1H) , 8.63 (s, 1H) , 7.68 (t, J=1.8Hz. 1H) , 
7.63-7.60 (m, 3H) , 7.46 (t, J=8.1Hz, 1H) , 7.40-7.37 (m, 3H) , 5.16 (d, J 
=4.2Hz, 1H), 4.54-4.50 (m, 1H) , 1.90 (t, J=7.2Hz, 2H) , 1.63-1.20 (m, 6H) 

o 

[0 0 7 6] 

mmm3 (5) 



ffi|iE#2 000-3065979 




1 1—270459 




OH 



TLC : Rf 0.35 (mM^Jl : *Z J -)V= 9:1), 

NMR (dg-DMSO) : 5 10.31 (s, 1H) , 8.64 (s, 1H) , 7.70-7.50 (m, 6H) , 7.4 
0 (d, J=8.4Hz, 2H), 5.15 (d, J=4.5Hz, 1H) , 4.54 (m, 1H) , 1.93 (t, J=7.2H 
z, 2H), 1.70-1.20 (m, 6H) 0 
[0 0 7 7] 

mmmz (6) 

N-tFn^>>-6- (4- (**7^y-2-j;i) y^-;i) -6-tF 
Ut 3 3 ] 




TLC : Rf 0.26 (Wm^Jl) , 

NMR (dg-DMSO) : 8 10.28 (s, 1H) , 8.62 (brs, 1H) , 7.57 (d, J=8.7Hz, 2H 
), 7.49 (dd, J=5.1Hz, 1.2Hz, 1H) , 7.45 (dd, J=3.6Hz, 1.2Hz, 1H) , 7.32 (d 
, J=8.7Hz, 2H), 7.10 (dd, J=5.1Hz, 3.6Hz, 1H) , 5.13 (d, J=4.5Hz, 1H) , 4. 
51-4.45 (m, 1H), 1.89 (t, J=6.9Hz, 2H) , 1.60-1.15 (m, 6H) 0 
[0 0 7 8] 

mmM3 (7) 

^ K 



mfiE#2 000-3065979 




1 1-270459 



[ft3 4] 



OH 




OH 



ILC : Rf 0.9 .7 (mSfc£±J\A 



NMR (dg-DMSO) : 5 10.28 (brs, 1H) , 8.65 (brs, 1H) , 7.70 (d, J=2.1Hz, 
1H), 7.62 (d, J=8.4Hz, 2H) , 7.33 (d, J=8.4Hz, 2H) , 6.87 (d, J=3.6Hz, 1H) 
, 6.56 (dd, J=3.6Hz, 2.1Hz, 1H) , 5.13 (d, J=4.5Hz, 1H) , 4.50-4.45 (m, 1H 
), 1.89 (t, J=7.2Hz, 2H), 1.60-1.12 (m, 6H)„ 
[0 0 7 9] 

mMM3 (8) 

N-tFn^fJ/-6- (4- (1, 3 2, 3-^tiFn-f>^> 

[it 3 5 ] 



OH 




TLC : Rf 0.22 (fflftx^^) , 

NMR (dg-DMSO) : 8 10.28 (s, 1H) , 8.62 (brs, 1H) , 7.51 (d, J=8.1Hz, 2H 
), 7.32 (d, J=8.1Hz, 2H), 7.21 (d, J=1.8Hz, 1H) , 7.10 (dd, J=8.1Hz, 1.8H 
z, 1H), 6.96 (d, J=8.1Hz, 1H) , 6.03 (s, 2H) , 5.10 (d, J=4.5Hz, 1H) , 4.52 
-4.47 (m, 1H), 1.90 (t, J=7.2Hz, 2H) , 1.60-1.12 (m, 6H)„ 
[0 0 8 0] 

(4- (4 - *^;V^*y 7i-Jl/) -6-t: 



ffifiE#2 000-3065979 




TLC: Rf 0.27 (»»xf^/) , 

MR (d 6 -DMS0) : S 10.28 (s, 1H) , 8.62 (brs, 1H) , 7.59 (d, J=8.4Hz, 2H 
), 7.57 (d, J=8.4Hz, 2H), 7.36 (d, J=8.4Hz, 2H) , 7.32 (d, J=8.4Hz, 2H) , 
0 5.12 (d, J=4.2Hz, 1H), 4.53-4.48 (m, 1H) , 3.30 (s, 3H) , 1.90 (t, J=7.2Hz 
, 2H), 1.62-1.16 (m, 6H) 0 



[0 0 8 1] 

mmm 3 ( 1 0 ) 

N-t Kn^i/-6 - (4- (± -7% 1 --r;b) y^—JV) — 6 — t K 




TLC : Rf 0.30 (MWi^K) , 

NMR (d 6 -DMS0) : 6 10.31 (s, 1H) , 8.64 (s, 1H) , 7.99-7.91 (m, 2H) , 7.8 
0 (d, J=8.1Hz, 1H), 7.58-7.39 (m, 8H) , 5.19 (d, J=4.5Hz, 1H) , 4.61-4.55 
(m, 1H), 1.94 (t, J=7.5Hz, 2H) , 1.68-1.23 (m, 6H) C 
[0 0 8 2] 

mmm 3(11) 

N-tKn^i/-6 - (4- (-r-7*uy-2-4)D -7^-)l) -6-HK 



4 0 



ffiIE#2 000-3065979 



11-270459 
[it 3 8 ] 




TLC : Rf 0.27 (gfc^X^;!/) > 

NMR (d 6 -DMS0) : 8 10.29 (s, 1H) , 8.27 (s, 1H) , 8.19 (s, 1H) , 7.99-7.9 
0 0 (m, 3H), 7.83 (dd, J=8.1Hz, 1.5H2, 1H) , 7.75 (d, J=8.1Hz, 2H) , 7.55-7. 
47 (m, 2H), 7.43 (d, J=8.1Hz, 2H) , 5.16 (d, J=4.2Hz, 1H) , 4.60-4.51 (m, 
1H), 1.91 (t, J=7.2Hz, 2H), 1.66-1.20 (m, 6H) D 
[0 0 8 3] 
MM® 3(12) 

N-tFn^i/-6- (4- (4-7tf;i/7x-;i/) y x.—;v) - 6- tF 

[ft3 9] 




O 



TLC : Rf 0.19 (^na^l/A % % J : F 'Jxf;i/7> > = 8 : 1 : 1 
) , 

NMR (dg-DMSO) : 8 10.31 (s, 1H) , 8.64 (s, 1H) , 8.03 (d, J=8.4Hz, 2H) , 
7.82 (d, J=8.4Hz, 2H) , 7.70 (d, J=8.4Hz, 2H) , 7.44 (d, J=8.4HZ, 2H) , 5. 
18 (d, J=4.5Hz, 1H), 4.56 (m, 1H) , 2.61 (s, 3H) , 1.92 (t, J=7.8Hz, 2H) , 
1.70-1.42 (m, 4H), 1.42-1.18 (m, 2H) 0 



4 1 
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1 1 — 270459 

[0 0 8 4] 

mmm 3(13) 

N-hKD^>>-6- (4- (4-tKDdpi/7xZ;b) 7H/1/) - 6 - 1 
[ft 4 0] 




TLC : Rf 0.23 (SSlf^) , 

NMR (d 6 -DMS0) : 6 10.28 (s, 1H) , 9.47 (s, 1H) , 8.62 (s, 1H) , 7.48 (d, 
J=8.4Hz, 2H), 7.44 (d, J=8.7Hz, 2H) , 7.31 (d, J=8.4Hz, 2H) , 6.81 (d, J= 
8.7Hz, 2H), 5.07 (d, J=4.2Hz, 1H) , 4.51-4.45 (m, 1H) , 1.90 (t, J=7.2Hz, 
2H), 1.62-1.17 (m, 6H)„ 
[0 0 8 5] 

mmms (h) 

N-tKn^>>-6 - (4- (^>y 7 7>-4-^;i/) y -6- 




TLC : Rf 0.29 (gf^x^ Jl) , 

NMR (d 6 -DMS0) : 8 10.30 (s, 1H) , 8.63 (s, 1H) , 8.18 (d, J=7.2Hz, 1H) , 
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8.13 (dd, J=7.5Hz, 1.2Hz, 1H) , 7.84 (d, J=8.1Hz, 2H) , 7.73 (d, J=7.2Hz, 
1H), 7.67 (dd, J=7.5Hz, 1.2Hz, 1H) , 7.56-7.39 (m, 5H) , 5.19 (d, J=4.2Hz 
, 1H), 4.60-4.55 (m, 1H) , 1.93 (t, J=7.2Hz, 2H) , 1.66-1.21 (m, 6H) D 
[0 0 8 6] 

mmm 3(15) 

N-blKn^£/-6- (A - (2 K»>V7t .n )b) -7-r.-)b"> — 6 — H R 
[it 4 2] 




TLC : Rf 0.20 DD^l/A : ^ * J - )b : h V Ji^;i/T^ > = 8:1:1 
) . 

NMR (dg-DMSO) : 8 10.31 (s, 1H) , 8.65 (s, 1H) , 7.40 (d, J=8.4Hz, 2H) , 
7.36-7.23 (m, 2H) , 7.33 (d, J=8.4Hz, 2H) , 7.10 (d, J=8.4Hz, 1H) , 7.02 ( 
t, J=7.5Hz, 1H), 5.11 (d, J=4.5Hz, 1H) , 4.51 (m, 1H) , 3.76 (s, 3H) , 1.93 
(t, J=7.2Hz, 2H), 1.68-1.15 (m, 6H) D 
[0 0 8 7] 

mmms ci e> 

N-tFD^fi/-6 - (4- (3 h^r>>7^— Jl) V aL-)b) - 6 - M K 
[ft 4 3] 

OH 



CH 3 0 




OH 



4 3 
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• 



TLC : Rf 0.20 UUftJlA : * $ J - JV : h y xf;b7$ > = 8 : 1 : 1 
) , 

NMR (d 6 -DMS0) : 8 10.30 (s, 1H) , 8.64 (s, 1H) , 7.60 (d, J=8.1Hz, 2H) , 
7.38 (d, J=8.1Hz, 2H), 7.36 (t, J=8.1Hz, 1H) , 7.23-7.13 (m, 2H) , 6.95-6 
.87 (m, 1H), 5.14 (d, J=4.2Hz, 1H) , 4.53 (m, 1H) , 3.80 (s, 3H) , 1.92 (t, 

J=7.2Hz, 2H), 1.70-1.15 (m. 6H)„ 

[0 0 8 8] 

mmms a d 

n- t Fn3^>- 6 - (4- (4 - hV ^Jiyfn *?-ji>7 yai-jh) 



TLC: Rf 0.20 (^dd/ft;!//* : : b'Jif;br'> = 8:1:1 

) , 

NMR (d 6 -DMS0) : 8 10.31 (s, 1H) , 8.65 (s, 1H) , 7.89 (d, J=8.7Hz, 2H) , 
7.80 (d, J=8.7Hz, 2H), 7.69 (d, J=8.7Hz, 2H) , 7.44 (d, J=8.7Hz, 2H) , 5. 
20 (d, J=4.2Hz, 1H), 4.56 (m, 1H) , 1.93 (t, J=7.5 Hz, 2H) , 1.70-1.15 (m, 
6H) 0 

[0 0 8 9] 
mmM3 (18) 

N-tKn^S/-6- (4- (4 - t ~^JV7^-Jl) y^-JV) -6-H 





[ft4 4] 





ffiIE#2 000-3065979 





#5p 1 1-270459 

[ft 4 5] 

OH 

H 

OH 

O 

f T 

H 3 C, 

CH 3 

TLC : Rf 0.20 (^HD^M % % J - 11 : h U X^;i/T^ >= 8:1:1 
) > 

MR (d 6 -DMS0) : 6 10.31 (s, 1H) , 8.64 (s, 1H) , 7.57 (d, J=8.4Hz, 4H) , 
7.46 (d, J=8.4Hz, 2H) , 7.38 (d, J=8.4Hz, 2H) , 5.13 (d, J=4.2Hz, 1H) , 4. 
52 (m, 1H), 1.92 (t, J=7.2Hz, 2H) , 1.65-1.20 (m, 6H) , 1.31 (s, 9H) 0 
[0 0 9 0] 

mmm 1 

£kT<D&mft*nmz& vm&Lt^mimisT, -^*tc5 omg©^«^ 

■N-tFn*i/-6- (4- (4-^na7i-^/) ^ ^— -6-tFn 

^ri/^\^r-^>T^ K 5.0g 

•ij;i/^i/^f;i/tji/D-x^;vi/7A (ill) o.2g 

•^f7'J>iTni/7^ (MI) O.lg 

• $fc^Hr-fc;i/n-* 4.7g 

[0 0 9 1 ] 
Jg&IM 2 

^ftsr>7"^l 0 0*$:^fe o 

•N-hlKn^ri/-6- (4 - (4 - ^DD7i —)V) y jl—JV) -6-tKD 
^ K 2.0g 



ffi|i#2 000-3065979 




11-270459 



b-JV 

MM* 



2 o g 

5 0 0 ml 
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1 1-270459 



# 



mm 

mm] -jk^ (i) Tf^snst: Kn**^aft»*#*fci«tie)©**e 
% (^rf>, R 1 «r;i/ d p;K y;b>r^;i/, y;i/3r-;i/, ad^x no 2> cn, 

CF 3> OCF 3 , OR 2 , SR 2 , NR 3 R 4 , COR 5 , >T K Cycl, Sf&3 




CONHOH 



(I) 



i 
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m^mm<D^ mm ^270459^ 

59900929207 

mm 

S^'g" rfr/l| M 7 6 4 4 

^9 ¥/&l 1^ 9B 3 0 H 



000185983 

Mm^mm^^mmmm 2 r @ 1 # 5 # 

ff*RA 
100081086 

^#^*|SH*^A^BT2TS 2 



#6# 



100088719 

*MiP^*E0^A^Err2TS 2 



#6# 



1 



2000-3065979 



i 1-270459 




m m a 



m n 



(0 0 0 1 8 5 9 8 3] 



1 . ^Jg^H 0 

ft m 
ft £ 



1 9 9 0^ 9 M 20 
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